Synthesis and Glycosidase Inhibitory Activities of Nagstatin Triazole Analogs
Sir:
Nagstatin (1) is a novel iV-acetyl-/?-D-glucosaminidase inhibitor isolated from culture filtrates of Streptomyces amakusaensis, and is structurally a nitrogenous Af-acetylgalactosamine analog fused with an imidazole ring1*.
Recently, we have enatiospeciflcally synthesized nagstatin (1) and its analogs (for example, 2) having different configurations and functionalities and clarified the structure-activity relationships2~4).
Herein, we describe the synthesis of the triazole analogs (3 and 4) having a triazole ring in place of an imidazole ring, and evaluate their glycosidase inhibitory activities to better understand the modeof action. In the synthesis of the triazole analogs, since two regioisomers (for example, ll and IT) would be possibly produced, AUG. 1996 it is intriguing heterocyclic chemistry which isomer is predominantly produced.
The galacto-and manno-analogs (3 and 4) were synthesized from L-ribofuranose and L-xylofuranose derivatives (5 and 12), respectively, as previously reported in the synthesis of the imidazole analogs2~4). The galacto-analog 3 has the same configurations as those of nagstatin (1 clization of 7 were carried out in one-pot according to our procedure2) by reaction with BnSO2Clin pyridine at -15°C for 1hour to give preferentially the 9-0-sulfonylated compound 9 followed by treatment with Ac2O at 70°C for 12hours to give the acetate 10, which
The nomenclature conveniently parallels that of carbohydrates. Table 22~4 ). The galacto-analog 3 and 
